<i9)P*@*m/r UP) 



«a & m 4# ft ^ $g (a) 



#^¥5-320157 

(43) aBBB ¥j£5*£(1993)12£ 3 0 



(51)IntCl. 6 

CO 7D 401/12 
A6 1K 31/495 



2 4 1 
AAE 
AAK 
ABU 
ACP 



F T 



8829 - 4C 
9360 - 4C 



9360-4C 



(2l)ttJK#^ 


4*BJ¥4-334711 


(7i)ffilSA 


000000033 










(22) mesa 


^4^(1992)12^15 3 




*Rlfif AK T?3 ttK^aSs lTI2#6f 








A+ 




4WPF3- 354299 




#NmBa^aPAtPTHiS632#Mco 1 m 


(32)&*:B 


W-3 (199D12H2O0 








B# (JP) 












^N^Ba^li5AC»TH?g632#^<D 1 ffl 






































(74)ft«A 













(54) [%9j<z>«ft] i-««r;v^*y*-9-u>KW<»j:rx-t©ffla 



(57) [sen] 
[*b£] -tet (i) 
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'* o w 



(I> 

<5$+, n»2-4CDBSS, Ri \t^mM^1t\t^ 

^)vm&* Rt tt2-Ku^;v*. 2 - try *>?-;i,a 
r^^ns i -Bjft7;v*;i/*y *u-y 

[<»*] *5693©flS*« (I) :feJ;WE-©«£fck -fel^ 
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1 



(i) 



10 



(5$*, nte 2—4 Ri fcj^JfcJiC^Sfcli;* 

R* tt2-hry$W», 2-try 

i &mo i -fi«7WK;wu 

m^J94] — (I) Ri 

i se«© i -t»r^*ywj 

[»*«5] (I) R 2 

^di2-tfU5 ^MtT*S««B 1 Eft© 1 -W 
#7 ft* ft* S >«3»»*fctt*C!>**tt». 

Mbft96] — (I) Ri #1, 2 50 

- 3 v^ry y i eft© i -fg& 

[Sf*«7] i ~»»7)V*jv*y*^j 

fcte^&^teffi^ 1 - [2- {4- (2-tfU^V 5 - 

jw - i -\d^i/-)V) x^;W -l, 2-ytt^p 

-2-**V*y^iJ>, 1- (2- {4- (2-fc! 

y 5 - l - tr^^5/r:;i/} x^JW - l , 2- 

i?t hd - 3 - ^fjp- 2 - t^v^y^u X 1 - 
(2 - {4- (2-truvW -i-tr^^^-;u) x 
*M -1, 2-^tHa-2-^v^;^J>, 40 

1- C2- {4- (2 -tfU5^;P) - 1 -fcT^^X 

;n x^;vd -i, 2-i;tHp-3-^f^-2-t 
3ry*/*iJ-y>, l- C3- {4- (2-fc:y5>?x 
;u) - i ?uyzm -i, 2-$?tH 

□ -2 -**y*/*+J-yX 1- C3 - {4- (2- 

tfus^;w - i -b:^^^x;u} r/ntr;io -i, 2- 

^tHD-2-**WWJX 1- C3 - {4- 
(2-f'J^^-jl,) -l-fc^^x;V} r/ntMW 
-1, 2-^fc Ha-3-^^;p-2-^v^y^rif 
U>, 1- C3- {4- (2-tfU^) -l-tr^^ 50 



(2) rewff 5 — 320157 

^ntJW -1, 2-^tFD-3-^- 
2 -^y^/3-tHJ l- C3- {4- (l. 2- 
<>v/-3 — tv^TWft) -i-tf^^>?-;H y 
ntrjw -l. 2 -i?t Ho- 2 -^-^ys^y^ij-ij 

>, 1- C3- {4- (1. 2 -^>y- 3 V^T 
\Z'J;W ;/nfc!;iO -1, 2-^ 

t hd - 3 - ^f^- 2 - y+y+u-u x 1- 
C4- {4- (2-tru5v-;u) 

ft} 7?-M -1, 2-yth'D-2-^y+;W 
U>, 1- C4- {4- (2-tfU^) 

-1, 2»>?tHD-2-^y^y 
^U>, 1- (4- {4- (2 -t^J -1 
-tr^s^W y^;w -1, 2-^th'D-3-^ 
^;w-2-^*y*/*it-y > % 1- C4- {4- (2 
- tr u s?;w - 1 - hr^9 ;m r/^io - 1 , 2- 
e^t Ho - 3 - 2 - t^v^y wj x 1 - 

C4- {4- (1, 2-^/-3-fVWJW 
-l-tr^^S^x^} -l, 2-ytHn-2 

-^y^/^U>, 1- C4- {4- (1. 2 

>y-3--ry^ryu;w -i-t:^^^-;n 
- 1 , 2 - hd - 3 - 2 - **y*y 

[«f*»8] (I) 
Hfc2l 



a 



<i) 

r 2 tt2-t y$?;uaE, 2-tru^^x^s 



[fflMWIl 0] — (I) <K Ri *«**1HT"C* 

[8**311 1] — (I) Ri 
6 E*©?6S1. 

[1***12] -H&5£ (I) Ri dt2-^U^ 
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3 

[g|3fc^l3] — »SC (I) if*. Ri ^1, 2-^> 

[HF«« 14] l -B«l7;^;^y *u-y 
*&»*£©as*tt*&t, i- C2- (4- ( 2 - k y s 
v?-;U) - i - tf^>*-;W x^jw - 1 , 2 -s>k 

1- [2 - {4- (2 

-kus^xju) - l -v^is-M x^;w - l , 
2 -s;t Hn - 3 - ^fjp- 2 - t^v^y x 

1- C2- {4- (2 - tf U -1-k^^x 

UX 1- C2- {4- (2-k'JiW - 1 -k^ 
x^;W -l, 2-^hKD-3-^^-2 
-^V^/^D-'JX 1- C3 - {4- ( 2 - k »J < 

5>-j» -i-k^>>x;w :/ok;W - l. 2-x 
tHD-2-t* , ;*;w»Jx l- C3- {4- 

(2-eU^W - 1 -k^>>XJW ?U\L)V) - 
1, 2-5?tHn-2-t*V + ;WJX 1- C3 

- {4- (2 -tru^^-;v) - i -k^i^n :/ 

□ k;l/)-l, 2-i?tHn-3-^-2-«V 

^^f»j>, l- C3 - {4- (2-tru>?;w -l 
-k^s*— y n k;w -i, 2 -xt Ko- 3 - 
2 -**y*y*u-u >, l- C3 - u- 
(i. 2-^>y-3— ■ rv^rvu^w - i -k^ 

^xjH ^p^;w -l, 2-5?tl«a-2-**y+ 
/4^U >\ 1- C3 - {4- (1, 2-^>*/-3- 

^vfjyjJW -i-k^5^x;n ^dkm - 

i. 2 - i^t kp- 3 2 - t^v^y 

>. i- (4- {4- (2 -tfu Sv>x;io -i-tr^s 

/^■JX 1- C4- {4- (2-tfU5?;W - 1 - 
k^i^x;W -l, 2-^hFP-2-t^ 

V + 1- (4 - {4- (2 - k'J S 

-l-e^s?— ;W - 1, 2-ytKa 

- 3 -**?)v- 2 -**v^y*-ij-u >, l- C4 - 
{4- (2-fcry5>;w - i -k^>?xju} 

-l. 2 -s^t Ho- 3-^^;i/- 2-a-=*y*y*D- 

U>, 1- C4 - {4- (1 , 2 — -°^>y- 3 — f 
TV'JiW - 1 - 1, 2-v? 

fc HP- 2 -sMrV^/^IJ-y >, 1- C4- {4- 
(1, 2-^>y-3 -- f V^TV'JJW -1-k^ 
$?x;w -i t 2-ytHa-3-^JH2 

CO 0 0 13 



(3) W5-3 2 0 1 5 7 

5. 

[0 0 0 2] 

St^Fft»J> RifiUEffiU tftiiffil (Si 

8Et*<(0««)&%$nT^«» <B*«* 4 7t» 1 
9 8 9*£J8Wf, 351 2 4 1-1 2 4 8I;J.P. Feig 
10 hnev, W. F. Boyer, Psychopathology, 22, 21(1989) ; 
P.R. Saxena,C.M.Villalon,TiPS, 11,95(1990), N. Ma 
tsuki et al. , Jpa. J. Pharmacol, Suppl., 58, 313(199 
2) m . 
CO 0 0 3] 

CO 0 0 4] 

TfH^ (i) 7?^2n& i 

1AU -fe^-KflTft^frrs C £ SrfiaU**M^ 
CO 0 0 5] fct, *»9I<0»l<DBttfck 

a; (i) 
Hb3] 

(I) 

R 3 «2-k»J>>;Mfc 2-t!iJ5^M 

sfctti, 2 3— rv^ryu^s^r) 

co o o 6] (i) «u «>t«3fc©-«a; 

(to 

CYb4] 
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OcV 

(ID 

mm^-r) -cssnsftsiiit-ia (no 

[ft 5] 

hn~Vr 2 



(in> 

[ooo7] *»e<d— «ss (in T»*n*ft-&* (a 

T, (II) <h^5) Kt* 4*mi@6 4-5 0 8 6 8 

# teen s ftfc&aMfc^sfc revm 2p u x&m 
fci*»;*n*ft^T?fc£. (id <K xRKRi 

COKIKKfcHU (III)t©Ei6tt 

[0 0 0 8] — (ni)T*snsft-&* (a 
[0009] ft^ft on t (u\)£<DRm~m^t>n 

TWU ^>if>, Mkx>. i?*?- 

)V*)VJ±7^Y. 7*fehxhU;k 7-feh>W#tfe 

5n. J»B*Ut>A, MBW-MOA, ft 

[ooio] ±BK«l:*ViT, fl:-&* (ID 
( i n > tt »*« » a ass* u «>*i ««t v>a*. 

(III)£l-5*iS* ttKf7£U<ttl. 2-2 



(4) #W5-3 2 0 1 5 7 

[0 0 1 l] ±SBS«tt, ^Tt>itfrb5^^ 

««ai:<oasa«-rntfj:v>^ an <z>i o 

-2 0 Of6O«fi**0!I^Sn«. 
[0 0 12] ±BEfcfcJ;D#&n5#5gW©fe^« 
i0 (I) JE***^e««bT*>*fc, JHMtUJSKfc 
"b <£ m A. tf S' U # WPfc £ <Offlft:*ffi ^5»7A 

[0 0 13] »&tt&#$MWfr&« (I) fcu XfciEW 
rf». £Ol^^>&. 7X/^^>^ *^>;up*> 

[ooi4] ens ©*&*»!«&&* en 

S2l£:3&iT£5. m^\*s #«9Mfr&« (I) Ic^S© 

[ooi5] a±©«t5fcbT»sn**a5Wfls'&« 

(I) fc&^T, ntt2 — 4©«E*^-r^ COS ft 
3*&ti4©fc©)&t»*lA>. SRi K****HP 

-fvf7y'j;«s§m r« **2-fc:»ji>;ns, 

2 -eu^yrjUTS^CH -fea hx>l A'J 

n«. ^fc. r 2 2 -^>y- 3 — tv^tv/u 

tnhz>lAUt^-»i 
— fct>M:«E«l3ftVi«jfiittS3FU -knhx>lAUir^ 

50 [0016] ^<tr#e>nm^ (i) *$£z&tn 
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(5) 



4#W^5-3 2 0 i 5 7 



8 



SG>ttWU mfrnm?)* -lrnhx>i A'Jt^- Jess 
ft*5, H*o h = >#l^#M*TSJK]fifc 

as^au »jftLflE«i, m*m ammm 

[0 0 17] Cco^p^irn hx>ttrff$Hjg££ftft 

jB^wjtt-sfcwu fc^© (i) *fcj»n6<o*i;ai 

i; o&p u < tt#«pa#«fc»»Hfc-rnKA^. 

awn. mm, aj& mm. mum. ay-t/wsw 
$y&tf*>tiz>ifi> -eo«a©/t«>fc»i, erne cosmic 

[0 0 19] Kffif. *^-fe;ww&^© 

^p^j^^ic^^^x^ m®. est, v>x 

^^iui/D-x^hU^A. k Ha^^ntr^-fe^ 
a— ttB-fe^D— x3\Mr/H3-x, #UtT— 
jHfnUF>, v*a:f-;ufc£©jB^»L kH 

U^ix, ^Il/yfX S'aMMSRxx^k #UV 
[0 0 2 0] #«P3H&PH-r§Ktt, f&^J<hUT- 



[0 0 2 1 ] *«M©-fen hx>fliS«NaftAi&ftAI 

K£ -Drafts**, — j&ictej&Ai B*fco, {fc^^j 

(I) £. IT0. lrag-2 0 0mg/kgg^ttn 
[0 0 2 2] flsjfl 

10 1. irPhx>iA (5HT1A) Uir^— tefcf-r* 

(A) 7*y HiUJieRB^ffllK 
SD^i^^h (7iS^r, 3^— JK* - 'JA- ) $K 

UX'MIW (pH7. 4) &JH^.T!H»U 
^-hUc. £©afrE5>*— h£»MiHi (4 80 0 

a? S30t:T2 0 »fo»m (48 0 00 

[0 0 2 3] (B) s H-8-tHP^>~^D^ 
7a7fh7'J> ( a H-8 -OH-DPAT) Jg^tg 

±ET?«8L&5y h*§H£t@# (#nOO~2 0 0M 
glSl) £ 3 H- 8 -OH-DPAT ("a. — f >£f 
7>F • ^^1^7^ NEN) GftttaUEO. 5n 
M) *5<fctf/V->?y > (pargyl I ne, S^^tt 
$0 (fiKHSlOi/M) £3 0TCT3 OfMftEJSSi*" 
30 y hT>GF/C7>fW- T?*5|J3 

u &Btittm&**iM&&m (tb) tuft. ±efe 

j£fc*trn hx> (IKMi o km) SJp^TtpJ^lc^: 

*S-&fcfc©<DM3e«ft##»ft«£« (NB) 

£im*-Tfi*;*ia\ «J£te (DTB) Srftfc. 
[0 0 2 4] (C) K IttftSKS 

[0 0 2 5] 
* OKI] 



DTB-NB 
0 0 xl 00 



[0 0 2 6] &tt#tf£iitti:<z>ja& (AaK^&eaBE 



5(7 



T8-NB 

[0 0 2 7] Kl tttt*<DttM6T*BUfc. 

[0 0 2 8] 

[»2] 
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(6) 



5 — 32U157 



10 



K i = 



I Cm 



1+(L)/Kd 



[0 0 2 9] 

CTJ ;*Hk:ffl^fcttjMttU»>H«* (0.2n 
M) 



*-T^ (0. 7 17 4nM) 

[0 0 3 0] 
[0 0 3 1] 
«1] 





5HT1A Kl 




5HT1A Ki 




(nM) 




(nM) 


0 7 7 


6 9 6. 3 5 


2 16 


19.90 


0 8 3 


8 6 0. 3 8 


1 3 3 


5 7,24 


2 2 7 


2 3 4. 2 2 


1 3 4 


8.2 8 


2 3 0 


2 9 5. 2 7 


142 


116. 0 3 


10 2 


12.90 


15 3 


15.64 


12 1 


7. 36 


2 18 


3. 94 


13 0 


24, 04 


2 19 


9.5 7 


13 1 


3 6.85 






2 15 


8.8 1 


#*2- 





[0 0 3 2] * &m 1 : 1- (4- (4 1 
-V.^is-)V) f^M ~ 1, 2-ykD- 2 

** 2 : 1- C4- (4-X^;V- 1 -bf^^x 

— ;» r/^jio -l, 2-**y^y^u- 

»j > imm^f&m 2 *c§es) 
[0033] 2. mmzm i^o^rnvm) 
-*ft#ifc- ^ 

fefc^O^^Ufe (#^l£gfc ; European Journal of Ph 
armacology 83, (1982) , 171-173) 0 Wt>. fitO^MfcHJ 



ffc^WfcL <ffc^<fe (I) Qttfttt (lOmg/kg) 

o. 5%^;^^->^^;Hr^n— x^-hU^AS 

(CMC-Na) fcjK»UT*fflU f&&ft&5-<D%!<£ 

[0 0 3 4] 
»2] 





« ■» a 


« # S » 


n « ft 


itsm 10 2 


1 Omg/kg 


l. P. 


18.8 


134 


1 Omg/k g 


1. p. 


16.4 


*t m m 






14. 1 



ii<0*ft©l6Jft, *B»fi:^**<tt5^fPffl«*-r«c: 

[0 0 3 5] 3. fi&^r^ awsfcfPffllMO 

X* — (wl s t a r) h-p6GG£ffl 
l>v ^ — • U y ^ - Mwater lie 

k test) (##;£££ ; Psychopharmacology 104, 
432-438,(1991)) £fTofc. W*>* &m&<Dl&7k^^ 
-^«»atlT«#-«P (voge 1) SE^KISB 



50 



©«»ffc*«H -tOlfiftitt (1 0mg/kg) £\ 
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(7) 



!R=B8-H<-b - 3 2 U i 5 7 



11 



12 



0. 5%%)l<tf*i'*^)V±:)l'U— Xth'J^Al (C * [0 0 3 6] 
MC-Na) K«j»Ur«:fflU &lk<Da 0&m\ZtUBt [^3] 





IS * s 


« * S K 


SliWScIelft 


ft^ft 10 2 


1 Omg/k g 


i. p. 


2 0.1 


134 


1 Omg/k g 


I. p. 


14. 6 








10.2 



[0 0 3 7] 4. Ifri&^igfc (^DSiit^^iW) 
(1) S*Sfc£fe 

ilT»5ht^S 4 2 . 5 3 8 (1 9 

9o>). x>?xuwKfcmmmMm&M}L'*>tiz 



SJKHrta^U, ^©3 0»«l:fiB4cm-««iH 
[0 0 3 8] (2) ntttx 

[0 0 3 9] 
»4] 





tt * S 

(kgiO) 




19 ft 






1#3 5f*±89 


46 


10 2 


1 0 


6#40# 


4 


12 1 


3 


5#3 5g> 


4 


134 


3 


8#5 09 


4 



[0 0 4 0] JiE©j«lffiJlS*IC«tntt, 

*NU 1 0 0 XfMMR&mu 3HKHtt«5^nK:« 

tt^f^&dbfcc ti^^ ^toXmHt&to (I) 

*9Hfcfi-» (I) lifWOiJSI (filHAM. tt^«fiH> 
[0 0 4 1] 5. 7Hl/tU>ai Viz7?-\ZfttZ> 



(A) 7^hwsBn»onH 

*U 5 OmMhUX -ttKHm (pH7. 4)&Jn 

(4 8 o o o g. 1 5#) u j £<Di£m&±&m. 
[0042] (B) tn-^^/^m&mvMf&sm 



40 



V>-> (-W>^7>H'n^U7tU) 
KSftO. 2nM) %>&U7^)\,M>m (ftttMft 
0. 0 0 5%) tSifilmltU 2 5tT3 0^1 

(Whatman GF/C) T»9l5aU »SS£5 
OmMhUX-JSaaWS (PH7. 4) 4mlT3[HI 

Wie*«i*L-c»&n>t«ftii*«»'&» (tb) ti 

^fi (NB) tlsfc. r/^y^OffcbDfc^©** 

[0 0 4 3] (C) K itefh*)£ 

[0 0 4 4] 
[ft 3] 



50 
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(8) 

13 14 

DTB-NB 

ttAE&«*(X)=1 0 0 xl 00 



Wt^-¥-5 - 3 2 0 15 7 



[0045] ft&fcmzm-&<DiSkm. 
fcTft«£§i€r. i c B oi (s o «»&iJMrrsiSfl?) 

[0 0 4 6] 
[ft4] 

! Cm 

K i « : 

1+(L)/Kd 



TB-NB 

* [0 0 4 7] 

CU ; *fi*fcm>&»MttU#>F«K (0.2n 
M) 

Kd ;»»ttU^f>HOU"fe^-fc»-r*«aittS* 
"TBfl£ (0. 13 3 nM) 
i0 I Ceo ; y-fe:/*-£ft#tty#>F£©«£'£5 0* 

[0 0 4 8] 
[«5] 





a x KI 






a L KI 




(nM) 






(nM) 


0 7 7 


2 9 8 5 7. 


3 2 


2 16 


13.87 


0 8 3 


2 1 0 6 6. 


7 6 


13 3 


3 5 7. 3 1 


10 2 


2 9 1. 


9 5 


1 3 4 


3 0.94 


12 1 


8 8. 


8 2 


142 


2 0 8. 1 1 


13 0 


18 3. 


2 6 


15 3 


2 7.44 


13 1 


9 9. 


7 7 


2 18 


0.3 2 


2 15 


1 4. 


3 3 


2 19 


0. 47 



[0 0 4 9] fc$3. ^tKDit^m (I) feV^X3E 
[0 0 5 0] 

(I) *J:tf-t©ttl4, -fel^h — >i AS«frfc#U3ft 
nHfttt^U ia^&SO, SS^Sk ^JfaJESI, «tt 



50 



[0 0 5 1] 

[sfeifctfi] *^©g«^ (i) 43<fct*?-a> 

tttttt, *©»jft<D««o*BB#fc|||b*l(gOT^J;tX 
«ifi«&#JfT*«9iSEfc»b<JKW-rs. fc43, * 
JMKDBttfc'&tt (I) 43J;tf*©ttBMft©«*W£* 

[0 0 5 2] 1 

1- -1, 2-i>tHD-2 



4? 



50 



'J>7. 30g (5 OmMT^KUyfttS) £ 5 

»ft^-hy^^7k*tt5 omi t. t JH 5 0 

8ml (0. 2 5M) 6 0 , CtIT4l?Wa 

^bfco doEjefK&«ffiaMBb. nztxrzfm&iru 
«fcTtt*bfc«> teKtmift, #enrc£t&£ 
;uc 2 o o, 3 o o g, mamm ; ^no^ : 

J —)V= 500-200 : 1) TSSbT, R f = 0 . 
3#i£ (y^WLC, «MJ8«; ^DD^A : 
^^7-^=2 0 : 1) 077^^3>$SIlt, £ 

[0 0 5 3] NM«# ; JR*7. 13g (7 5. 1%) 
l H-NMR(CDCIi) ; 2.250H, t, J=5), 4.0-4.2(2H. 
m), 4.49(2H, t,J=6), 7.3-8. 0(4H,m), 8.33(lH,s) 
Fab-Mass ; 191, 154, 136 

[0054] mm 2 

1- U-^nnr/otMM - 1, 2 -^t Kn-2 - 

**y=^y=ipu-y>©»a: 2-tHD*5/*;+*y 

>7. 30g (5 0mM) £ 5 Njjcftfc?- h U 9 A** 

>$50mltt- 79S—)V 15 0ml 

U l-^D : e-3-^DD^D/r/2 4, 7ml (2 
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(9) 



b — 321)15 7 



15 

5 0 mM JfcJWfcjfcttJB) A, 6 0 <C fcT 9 l^rnQADltft 
ao^AfciBflfU j:©^dd^mM 

n-y;VC 2 0 0, 1 Kg, &m?§*fc ; ^onm : 
^=5 0 0:1) ftfrftU, R f = 0. 85M 

/-;P=2 0 : 1) ©77^'>3>MU Si<Oft 

[0 0 5 5] WS6. 68g (60. 0%) 
^-NMRCCDCIj) ; 2. 2-2. 4(211, m), 3.70(2H, t,J= 
6), 4.43<2H,t,J=6),7.3-8.0(4H,m), 8.34(lH,s) 
Fab-Mass ; 225, 223. 187, 154 

co o 5 6] gmn 1 

1- [2- {4- (2-t!'J$y^) - 1 -kT^^ 

x^;M -i, 2-^tHa-2-^v^y^ 

fcl - -l, 

2 - ^V^y^U >0. 9 5g (5. Ora mo 
l) smlizmmv. MJx^;uy 
^ >0. 7 0ml (5. 0m mo 1 ) fcifrT 
^ $ >7s)\s'fc~)l'& D *y*i H 0 . 3 9ml (5. Om 
mo 1) SMTU -WSm^tz^ MJBE»«U 

>1. 64g (10m mol), h'JX^7^> 
1. 4ml (1 Ommo 1) 3 ll$n2in&jB9K 

bfc. ^^^PP3j^;i/A^JO^ R«*L>#A#*« 

DD*;VA/g££fc-fc\ IHBfcTttftU «JEICT«B 

(73-^C- 2 0 0, 1 0 0 g» SUKtt ; ^ 
□ DMA : *5?/—)V=2 0 0:1) T*S$£UT^g 

[0 0 5 7] mm 2 

i- [2- {4- (2-fc!U5^n;v) -i-tr^>> 
-;W x^;M -l, 2-$?tHD-3-^f^-2- 
:**v*/*-y-u> (fc6ft»f8 3) : 1- 

(2-tFP^>xf;W -1, 2-^tHn-3-^ 



Iff 



^■;u-2-^v^y^y>i. 02g (5. om 

mo 1 ) mt^^U> 1 0m 1 lc«#U 

SEEMS U &fS§£cQl- (2-^DDX^) - 

3-^;i/-i, 2-e;tHP-2-t+v*y+^ij 

#C^T, rcol - -3 

1 , 2 -s?h Kn^y^itu>^^<>tf>2 

5mU;^»U 2-fcTU *i?~;Ufcy<7$*>l. 6 4 
g (1 0m mo 1) *3it;htJX^7$>l. 4m 
10 1 (10m mol) Sftl*., 2 3^fffilral^aS^Ufeo 

;UAiI£-£-;b-tt\ ^ffi\zT&£kV. M&\ZT&tfehfc a 

(yn-y;VC- 2 o o, lOOg. Wl^na 
*;PA : ^^/-;l/=2 0 0:1) T*jt§JbT^MYb'& 

[0 0 5 8] ^S^J 3 

1- [3- {4- (2-fcfUi^) - 1 -H^^^X 

a? ;H ^pk;h -i, 2-5?tHD-2-t*v^; + 
1*0 > (fcft«W12l) aHjg :Mg«2T?»&n 
Jfc 1 - -1, 2-^tKP-2 

-:*3rV*/*U->J>0. 67g (5. Om mol) 

7thXhtJ^2 5mUC^*U «BMEiy!>A 
1. 9 2g (7. 5m mol) t 2 - tf U SMUtT^ 
v>0. 77g (5m mol) <him^L, 2 7 ^WimS 

*»fKTisfe»b. 7K^«^^^^nn^;PAtcT|fitfilx 

yjUC- 2 0 0, 1 0 0 g, SWl^DDWA: 

**/-;p=2 o 0:1) Tr«muTaHoft-&«*# 

/Co 

[0 0 5 9] gdS0tJ 4 

[0 0 6 0] 
H6] 





Ri 


n 


X 


Rz 




















(h r) 


(%> 


0 7 7 


H 


2 


OMs 


Pml 


i 


3 1 


8 4. 9 


0 6 3 


CH» 


2 


C 1 


Pm 3 


2 


2 3 


9 4. 1 


2 2 7 


H 


2 


OMs 


Pdy 1 


1 


2 4 


9 1.4 
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(10) 



2 0 15 7 



17 














18 




2 3 0 


CH* 


2 


OMs 


Pdy 1 


1 


7 2 


9 8. 


8 


10 2 


H 


3 


C 1 


Pmi 


3 


2 5 


6 2. 


3 


12 1 


H 


3 


C 1 


Pdy 1 


3 


2 7 


7 3. 


1 


13 0 


CH* 


3 


C 1 


Pml 


3 


-24 


3 4. 


7 


13 1 


CH 4 


3 


C 1 


P dy 1 


3 


2 5 


5 8. 


1 


2 15 


H 


3 


C 1 


B z I s 


3 


24 


3 1. 


8 


2 16 


OH* 


3 


C 1 


Bz i s 


3 


2 0 


9 4. 


7 


13 3 


H 


4 


C 1 


Pml 


3 


9 6 


3 2. 


6 


134 


H 


4 


C 1 


Pdy 1 


3 


9 6 


47. 


2 


1 4 2 


cm 


4 


C 1 


Pm \ 


3 


1 2 0 


8 4. 


3 


15 3 


CHj 


4 


C 1 


Pdy 1 


3 


7 2 


6 2. 


6 


2 18 


H 


4 


C 1 


B z I s 


3 


24 


9 8. 


2 


2 19 


CH 5 


4 


C 1 


B z 1 s 


3 


24 


5 3. 


0 



[0 0 6 1] TE©ffi*i*©5Bi*£*r. 
OMs : * * >X;l^ - yl 
Pdy I : 2-e»J>?>& 
Pmi : 2-tT»J^i?-;WS 



Bz i s : 1,2 
[0 0 6 2] 
[*7] 





N, M. R. 
CDC 1,, TMS 


MASS 
(FAB) 


0 7 7 


2.65(2H*2, t, J=7), 2. 75 (2H, t , J=7) . 3.83 
(2H*2,t,J=7), 4.44(2H,t,J=7), 6.48(10, t, J=5) 
7.3-8.0(4H,m), 8. 29 <1H*2, d, J=5) , 8. 31 (IB, s) 


337, 154 


0 8 3 


2.60(3H,s), 2.6-2.9(6H,m), 3. 8-4. 0(4H, m) 
4.45(28, U=7), 6.49(11,(1,(1,1=5,5) 
7. 3-7. 9(4H, m) f 8. 30 (1H*2, d, J=5) 


351, 154 


2 2 7 


2.6-2.8(6H,m), 3. 5-3. 6(4H,m), 4,45(2H, t, J=7) 
6.6-6.7(2H,m), 7. 3-8. 3 (6H, a) 
8. 34 (IB, s) 


336, 307 
154 


2 3 0 


2.60(3B,fl), 2.7-2.8<6H,E), 3. 5-3. 6(48, m) 
4.47(2H, t, J=7), 6. 5-6. 7(28, m> 
7. 3-8.3(6H,m) 


350, 273 
154 
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19 



(11) 



W^^o -320 

20 



10 2 


1. 99(2H, quint, J=7), 2.4-2.6(6H, m), 3.7-3.9 
4.37(2H, t,J=7), 6.490H, d. d, J=5,5) 
( t o o*\jvm,Wi o. /~8. 4 tan, E) 


352, 154 


12 1 


1.9-2.1<2H,nO ( 2. 4-2. 7 (6H, a), 3.4-3. 6<4H,n) 
4.37(2H.I, J=7), 6.6-6.7(23,10) 

T tj o n /en _\ o o/i /in -\ 

7. d _ o. 3 ton, m), 8. 30 (1H, S) 


350, 154 


13 0 


1. 99(2H, quint, J=7), 2. 4-2. 6 (6B, to) , 2.60(3H,s) 
3.7-3.9(4H,m). 4.37(2H, t, J=7), 6.49(1H, d.d, J= 
5, 5J , 7. 3-8. 0 (4H. m) , 8. 3 (1H*2, d, J=5) 


365,201 
154 


13 1 


1.99(2H, quint, J=7), 2.60(3H,s), 2. 5-2. 7 (6H, m) 
2.60(3H,s), 3.&-3.6(4H,m), 4. 37 (2H, t, J=7) 

C c C T / <7TT _\ TOOO ten \ 

6. 5-6. 7 CZB, nu , 7. 2-8. 3 C6H, m) 


364, 154 


2 15 


2.01(2H,quint,J=7), 2.57(2H, t, J=7) 
2.6-2.8(4E,m), 3.5-3. 7(41, m), 4, 38(2B, t, J=7) 

too rv / on _\ o 01 /itt 

f . 0-0. OUstf, nU , 8. 31 (1H, s) 


406, 307 
154 


2 16 


2. 01 (2B, quint, J=7), 2. 58(2H, t, J=7) 
2.61(3H,s), 2.fr-2.8(4H,a), 3. 5-3. 7 (4H, in) 
4. 38C2H, t, J=7), 7. 3-8. 0C8H, m) 


420, 307 
154 


13 3 


1.6-1.9(4H,m), 2.4-2.6(6H,m), 3. 7-3. 9(4H,m) 
4.30(2H,t,J=7), 6.49<lH,d,d,J=5,5) 
7.3-8.0(4E,nu, 8. 30 (1H, a, J =5), 8. 3K1H, s) 


365, 154 


134 


1.6-2.0(4H,m), 2.48(2H, U=7), 2. 5-2.6(4H,m) 
3.&-3.6(4H,m) J 4.3K2H, t, J=7), 6. 5-6.7 (2H, in) 

woo nf&n _\ r> aa /hit — \ 

7.3-8.2(6H,m) f 8.30(lH,s) 


364, 154 


14 2 


1.6- L9(4H,n), 2.4-2. 6 (6H,m), 2.60(3H,s) 

3.7- 3.9<4H,n), 4. 30(2H, t, J=7), 6. 48(lfl, t, J=5) 
7. 2-7. 9(4H, n) , 8. 30 (1H*2, d, J= 5) 


379, 154 


15 3 


1.6-2.0(4H,DO, 2.48(2H, t, J=7), 2. 5-2.7 (4H, in) 
2.60(3H,s), 3. 5-3. 7 (4H, to), 4. 30 (2H, t, J=7) 
0. o— O. f ^Za, By * 7. Z~7. y von, hV , a. ±— o. ovJLH, W 


378, 154 


2 18 


1.6-2.0(4H,l), 2.53(2H,t, J=7>, 2. 70(2B*2, t, J=7) 
3. 58(2H*2, t ( J=7), 4. 31(2H, t, J=7) 
7.3-8.0(8H,n), 8.31(lH,s) 


420, 154 


2 19 


1.6-2.0(4B,in), 2. 53 (2H, t, J=7>, 2.60(3H,s) 
2. 70(2H*2, t, J=7), 3. 58(2H*2, t, J=7) 
4. 32 (2H*2, t , 1=7) , 7. 2-8. 0 (SH, n) 


434, 154 



[0 0 6 3] ±E#*ttWC**n*fb-&«©ft; 50 %m&&&Ttt<Dfc&tott\Z&T<nmQ-V1bZ» 9 



21 

[0 0 6 4] 1- C2 - {4- (2-eu5y-;w - 
l-tr^^v?-;^} X^jl/) -1, 2-ytHD-2- 

^y^/^-tf-u > «b-&*#^o 77) . 1 - t2 - 

{4- (2-t!U5yZ J lW - 1 - tf^vx^} X^ 

M -1. 2 - j>h h □ - 3 - ^ 2 - ^y + y 

WJ> (ft&ft#«0 8 3) . 1 - [2- {4- (2 

- 1: U - 1 - tr^s*— ;W x^;v) - 1 , 2 - 
7) . 1 - C2 - {4- 

*-*y*/*+HJ > (ft-&W*-^2 3 0) .1 - C3- 
{4- (2-t!U5> J -;W - l-V^y^-M ?U 
MM -1, 2 -^t h*D- 2 -^-^V^/^1fU> 
102) .1- (3 - {4- (2 -fcTU>* 

;W -i-tf^>?x/n :/ah?;W -1, 2-j?tH 
D-2-^y^y^u> 1 2 1 ) . 

C0 0 6 5] 1- C3- {4- ( 2 - tf U ^ i>^)V) - 

1- t?^^x;w ^nbr;w - 1, 2-^tHo-3 
-*^)V- 2 -^*V*/*1J-U > (fc£*^#^l 

0) . 1- C3- {4- (2-bTUi?;W - 1 - 1:^ a? 

:/dh;m -1, 2-ytFn- 3 

2- ^V^;^'J> (^M^13 1) . 1- 
C3- {4- (1, 2-^>V-3->f y^rv/UJW 

- 1 -M^is-M ^nt:;W - i f 
2 -^y^/^U-U > (ft^«#^2 15) . 1 - 
C3 - {4- (1, 2-^>V-3--iV^rV')M 

-i-\z*5*?=iM ^ntr;w -1, 2 -^t hd- 

3- ^^I/-2-^y^r/^U> (ft§«*§2 1 
6) . 

[0 0 6 6] 1- (4- {4- (2 - try a-^x;W - JO 
1 - tf^v^JW -1, 2-ytHD-2- 

*-*y*/*-tf-u> (ftft«wi3 3) . 1- C4- 
{4- (2-tr»ji;;w -i-tr^^^-;u} y^io 
-1. 2-tHn-2-tmmy> (fts»# 

f 134) . 1 - (4- {4- (2-tfU5^— M ~ 
i-fcf^i>x;V} t/s^W -1, 2-yk Fo-3- 
2 -**y*/ *u-y > «fc-&«j#-si4 
2) . 1 - C4 - {4 - ( 2 - tr u -i-tr<^ 
>?x;M r/^JW - 1 , 2-kh'n-3-W-2- 
^*y*/*+HJ> «fcSft#tl5 3) . 1- (4- 47 
{4- (i, 2 -^>y- 3 — fy^7r/u;p> - 1 - 

fcf^7>?x;i/} 73^M -1, 2-ykHD-2-t^ 

y*-/*-9-y> (^Mtis) . 1- C4- {4- 
(1, 2 -^>y- 3 --ry^T^/u^) - 1 - f ^ 

-1, 2-ybHD-3-yW-2 

-*-*y*y>*ify> «b-&»#^2 1 9) . 

[0 0 6 7] 1 

1- C4- (4-*^;>- 1 -tr^^xjto 73vw 
-l. 2 - s;t hd - 2 - *if>j >oa« : 

2- kFQ*WWJ>7. 30g (50m mo 50 



1^Pi¥5-3 2 0 1 5 7 

22 

1) *5N7Kffift^-U^AzfC*«5 Oml <h t 
— i ' 5 o m 1 (DMSmzmMV, 1 -7 # Dq£-4-^ 
Da^>l5. 5ml (135m mol)$Jn*., 

j& ; ^nnatokk : *9J—)V= 5 0 0:1) fcTlMI 
U R f = 0 . 8 5 OttiR (-> U A^TLC, 
J£ ; ^DD^A : J— )U=2 0 : 1) <D75>r>> 
3 1- (4-^OD^JP) -1, 2-ytF 

□ -2 -^y^/^ifU 

[0 0 6 8] iRfi : 8. 03g (67. 9%) 
l H-NMR(CDCIa ); 1.8-2. l(4H,m), 3.63(2H,t,J= 
6), 4.30C2H, 1,1=6), 7. 3-8.0 (4H.m), 8. 31(11 s) 
Mas s (EI) ; 238, 236, 201, 146 

[0 0 6 9] £0) 1 - (4-^DD^;W -1, 2- 
5>tHn-2-**y*/*1^U>l. 19g (5. 0 
m mol) &^>if>2 5m 1 IcSffU JLftfc;*^ 1 
)Wy-J> (**fcj«a«0 1. OOg (10. Om 
mo 1) MJX^;l/T>l. 4ml (10. Om 

mol) 1 2 OI*Hlq«BB«U^ 

9 3^C2 0 0, 1 0 0 g, SmfiS® ; #UU&)V 
A : 2 0 0:1) T»»bT3ftBflSft* 

1 . 0 1 g 
[0 0 7 0] 

l H-NMR(CDCb) ; 1.6-1.9(4H F m), 2.29(3H,s), 2. 
4-2.6(10H,m), 4. 2-4. 4 (2H, m) , 7.3-7.9 (4H,m), 8.30 
(1H, s) 

F ab-Ma s s ; 301, 154 
[0 0 7 1] 2 

i - C4 - (4-x^;v- i -tr^^^-;p) ^;U3 
-1.2-^bHn-2 -^y^y^ij >©«a : 
i co/^;i/hf^^^> co^t) o x^;v £^v>> 

(*3Kft*a» 1- 14g (10. Ommol) 
[0 0 7 2] 

l H-NMR(CDCU) ; 1.0K3H, t, J=7), 1.6-1.9(4H, 
m), 2.4-2.7(12H,m),4.28(2H, t, J=7). 7. 3-8. 0(4H, m), 
8. 30 (IB, s) 

Fab-Mass ; 315, 201 

&*3, 2 ©ft-&WcO*K*tt, ±SB^b^^5N^ 



U3; 



23 



[0073] mxm i 



5-320157 



24 



[0 0 7 4] Wm 2 



fb^l3 4 (2Slft) 20mg 

7^1 X 90mg 

&#£i|-tr;V n— X 7 0 m g 



ff- 

[0075] mm 3 

a-atai : i 3 4 (2 3tt&) i e&mmmm'B*. 

5 0mU;^U 0. 2 2 tfmETFG)^ Jk*— £S 



1 9 Omg 

2 5mg 
1 3 5mg 

3 Omg 
1 Omg 



2 0 Omg 



(51) Int. CI. s 

A 6 1 K 31/505 
C 0 7 D 403/12 
417/12 



AEN 
2 3 9 
2 4 1 



9360-4 C 
8829-4 C 
9051-4 C 



F I 
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